(i9)-h*bhmm* (jp> 02) & & ^ (a) (mmtm&m* 
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(21)fcBH#^ 


feBOT -288484 


(71)fflBA 


000002956 










(22)fflKB 


¥J*7^(1995)11^7B 




*JW*d^**EBt#«r3TB 2 #10^ 






(72)89» 
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«fBWfft*^±!tjtll49#ail33 






(72)&W# 










«5S*STt±#BT 2 Tai00#«C!) 1 
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jS^SS^mife^ftffiPS 3TB3 #35^ 






(74)ft3A 










MtKKK< 



(54) c^wo=s^] ^ptf*7xy>si««*<k^-e©iK* 



mm ) mmm ■ mmt ix^m^mmru^ 




in 



OH 



fcmj&T-c*^) -ess n h r n tr* 7 x j ywm#t 
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[it*El] HRrtlU 

[ft 13 



OH O 




[I] 



R l fcJ:tfR*U:pg-*fc«»fi:o"t» *«« 

[M**2] 
[ft2 3 



or- o 




[10 



OR' 



Six4ft£!H5£. 56(1 I I] 
[ft3 3 

c(OR-) 2 pin 

R 2 

-)Vm*n-t. tztzL. R 1 ' bR*' <7)-1iifi7 

we* mat J: oasswfciwsL 3 4*s 

1 1 4 z t zmi t -t*hr*i i -a] 

[ft4 3 

OH O 
OH 

R» , i$J:WttiSlEtHt)"C*3*i4rne' 



[ft 5] 



OR' O 




an 



OR' 



r' i&kmMTtwifcwms^zmt) x- 

Wei 9 JKftlBEflL ffiMlc J: «JSBIWfcfr*U 3 4ig 
i:£»«fc"*-4» *(I-b] 

[ft6] 

OH O 
OH 

HP$L34JS<9§?S;. 
[000 1] 

4. 

[0002] 

JMtfcV^Mttffitf&O. £O«fc3&fc&0$rlr#rL^ 

[0003] a*, tggftoftE* ttiflc&BtcxjtoM 

U%tm$--thb^o7)i>?-X ■ h*i/T<--±* 
V- (Glucose toxicity theory) #81ii§ixT^4. 

JKiB* 3 tri:V» 3 fcWC* 4 (>?r<hn*;7(Diabe 
tologia)Sfl2 8g. *1 1 9JCU 9 8 5*h y'7t'- 

>-T(Diabetes Care). $13$. $6 1 
0JK19 9 0*)*). ftot, ^JfllS^^iEt4^i: 

* f sJHT'^4t$iiTV>4. 
[0004] i^JlMI£^^-4fc40<Z>-o<Z>;frai: LT 



(3) 
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mi. unmtimixM&i&Tzit&zbti<T* 

■ A ><Xj-¥—is3>(J .Clin. Invest.)^7 9 

»1 5 105(19 8 7^). H»8 0*. J&10 3 
75(19 8 H*8 7S. JS5 6 1M(199 1 

[0005] u&» wn&*4> . 7dij s>y fcenas-'ti 

mmZtlX^&Uhv-ft Stroke), mi 4%. m 
3 88HU 9 8 3*JWt\ «(Bfc*)fc0ifl*«6ffl 

[0006] 

imiwfimii o t-rmmi ^wx-n? 
< nv 7 x j ymmmm-tz t 6 . 

[0007] 
[<fc7] 




in 



OH 



fc*U R'oi: IXR 2 vy-Htf? x -/PSot # {4te2r(4 
*^£^T'&o)T'S§ftS7-o x y >ssaw*a 

[0008] *%WcWt1iM[ I ^ttPHi: LT14, - 



s. m.T)v?*i,m±tzitTv-)i>&x\ mw*m 

tv&X'bh (fc/su --fOfiy ^-ivmxhh t s (±, 

v ri fc .tvRw-nfc* -> t y mxhMt-sm 
xhh. 

[0009] #*5itf)#i UMfrSftfc LTli. HR* 
tl)fcts\,vt s R 1 t$J:VR l <0-**«(!6Rr;P3^>'* 

t. wofiimmx. mriv^jvm. mnv^k^ 
m. ttiay ±-)vmxhhtt&y&. t>4u\ r i &x 
ixr2 o t y mx'bii\L&faxb i . 
looio] mvmmm-t&te&fot ixu. r 1 
tj«fcVR*<o-*3& t c 1 ~c 2 <or;i'3dfy'i6-r. 

vm*m-fcitf&xhz> . 

[0011] *W!«7DW7x/i1»|fW I )f4, 

*»Wfc#IM I Jfcisvvc. BJ8SR 1 itf R 1 ##8: 
&£T'£>l>i§£fcJ4, iix^jWS-^-S^S^R^CJ: 

[0012] 

mmznm i o , mnmz ^mamzhtk^-t 
zzkitx*. mni> i<i&mn&5-izm.%m^t>ti 
lEmmzm^x. muzrnitt&zttfxzh. 
i>»i>*&mmimtLxte. mm. ^i(yn 7 7, 

77t'73-A, y/Ut'-yK h7X?>h, # 

?Pi?tMUT7 1 J^ir77*^^'7A s ^'Jx^- 

whzttfxtz. ztz. z\tit>mmmn. mn&$ 
■t&msizte, ism. tT-tm. mi mmnm 
®mfflxh^xi>£<. mm. mmm: fimnmm 
#$mx'$>^xi>£\,\ -u. immfrthn&iz 
\±. mm. mimm%*. zmmm*. yh-^s* 
mmmzm v ^x . mm**mm tt&zt vx* h . 
[0013] m%<&z§fc ■ wm. ■ #mh&^ 

{4. gP£-^)*§£K{4, 0. l~5 0 0mg/kg, fc 0 
*>(tl~l OOmg/kg, ^HiPfi40«^tCl4. 0.0 
l~5 0ng/kg. i:9i?ft0. 1-1 0iag/kgT'^6<7) 

[00 14]*f&HBCJ:tof. B6^5[I)c7)a*>. R 1 



(4) 



24 6 84 



$>&tt#HL f fcibVFBHRat I - a] 
[ft8J 

OH O 



[I-a] 



A***t . • fcrtf t . R 1 • t R 2 ' <7>-*ljtfy x -n**> 
[fc9] 

OR' O 





ii n 



HO 
HO' 



OR' 



*n i n 

t-fbi o] 

R'"> 
R2 v 



^(OR'Jj [III] 



(3W»» w&xvRt'itmiiizmix'&'o. Rim 
[0016] jjarteRfcfcL i^H4?ttiss^^r» 

"ffiOjWI 6 Ci: Villi. 

msRj&fflsmizfiozttfTZ. fc^ma ut<t 

I I)i:Sr. -fi, ±!St|iI«<7)Ty-;^;W* 



y y tjw? y a b y 7;^d 7a# vxiv-fr*- y 
luzmimmmt ix&. &*nco*i!*ffig 

A „ #Sg# 'J *? 2J£ WT)Vil 'J Tjffil-f 4 £ fc fc i *) 
[0017] *#»*>fc£*( I ] 4>. R 1 fc<fctm 2 #- 

[ftl 11 

OH O 




in 



v. 

K 



OH 



[I-b] 



;m - h * t' cor y -;w\oyy *a* - h „ 4 

[ 0 0 1 8 ] ±fe<0KfSi±, 2,4,6-3'Jy'y, 2. 

6-A^-x>. trys/y. f h^th'n??^^! 

[0019] mfflkisltob UTfflv^*i4*[ I I loft 
#fijti. 3SIIV] 
Ifcl2] 

OH O 



R'O 



R'O 




[IV] 



OR' 



(sW. Rlim&lzfflt)?*ZtiZ>7*;h7x;ytt. 
[fcl3] 

OHC ^ ^ 



"Op 



IX. *[VI] 
[fcl4] 



(5) 
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[VI] 



OH 



4, 6mwimz<yisvT>mx'miwk. ?)v? 

WMt&ZktfX'ZZ. 

[00 20] ±u&<Vlj&t,Zt$^X. 7*hyxsymm 
ft [ I V) t TJUrt V] tcr>ffi£8.m&. $ 

t n&amm . t&mixmitrjw y ospkt 

fc^UT-WRT ( 0 1 0 3 0 X:) T'HSfi-r 

zttf-eth. nh7z/yi#ft(i vjtcts 
[0021] jjeorj&t*! htitzr? Ouyxsyn 
*ftft£fflwt, ifc, gM*Sjf7cT'ti. aw*, ft 

(i. flitf. *Sft7VW^>y^A(NaTeH)££>ff 

(Synthesis). £5 4 5JC( 1 9 7 8#)K»0*tttefl! 
o"CH*f jlft. fc£*(VI)te*tU 

[0 0 2 2] 4fc % ±S3KcaSfc*JV^fflv^*i4* 
k#T'#. PUtf, **y-;k x^y-/K rh5t 

*>tt, i ox:- 3 ormsrts^ff* u\ 2 



b*7V-frx>l'*yW&tf?&TX'BU&Zit& Z k izi 
mdZktfX'Zh. 7)Vttv J s s)\Wfr<?)2. 3ft 

<7>7mg<7)&mMk ixn. T^yyxjymmm i 

O&Ali. 0Ulf. ^3h-7y^;Ugl5^c7)4, 6ft£ 

wmfttimth zktzwtiozk &?z i . st< 

^^*yKrc«H^4 i fc nz «t offd -r t &x-z h . 
[0023] Btneaii6s^Ht^( 1 1 xmrntzm^t* 
ti&7±b7xsymmmivm^ u> 

/U- y5Xhy-(J.Med.Pharm.Chem.) s ^5^. 
10 54JKl9 6 2*)fcEtt^)*ttfcfllfr. «i 

, 2',6'-> ; bHndfv-T-feh7xyyi:2 > 3,4, 
6-Tb7-0-r-bf-;P-a-D-^;P3 f^y>-;U 
7n S H £ . *UWb& y ^<9#arFte£*r * b y * 
TRiE$*4*». *4Wi. (ii)Mitf. 2',6'-i'' 
hb'od E .>'rHrh7iy>'fc2. 3,4, 6-fb7-0 
-7W-a-D-/;l-3hr7y^7oS h'^h;U 

[0024] *mBfciSVvt » Iim/Hl; LT 
(i; y^-;«. x^S. rntVPS. ^vrotr/u 

yf-*«, -f V-T*Mk. t e r t 

mm i ~ 6 ^EMt fcii^sar^^^aw s ; 
^y7"hdf>-s, te rt-7\>**s$m$mmi 

[0025] ry-/P*fc 7z^;k h'J;k 

wcr>v*)vm% k'x-m® lt v»x t J: ^7 * -ivrnvn 

[0026] 

[^bj^^j i ) 4fctt**>aBiWfc 

4U^« V^^fli-^H5i,7Dy^>^2 5fgJjU: 
OSSM^SLfc. 4fc. fc£*[I)U*ttjWH<. 35 

i^tt. *»!BOfl:**(I)tt»]IMI*ftiEL, 7)V 

c^xtr. -r yx y yfiSc#siis«( 1 mm 
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[0027] 

[hmh] ore. mm&£vmmzmfx*m 
[0028] mmi 

2'-(y3-D-2/;U3t5y->;P^>-)-6'-h Ho 

3 - ( 5 -<yym 7 ra 7 x 7 y 

8 8 9mg£ iVKU i^<7A P - Wlo:yyUM«yK5 
0mg£*/H>=?Ii7f-/H Omlfcln*.* £»"C3.5«* 

■lfc*JKU *&T**7-/Hnl£;!lD;t. ttrm 

^7A^o?h/57^-M: 7uo*/UA/7 
*7-;WT*filS?LT\ 2'-(4,6-0-*MfS^^ 

x- 3 - ( 5 -O V (b) 7 To b:* 7 x 7 y 

4 2 5«&$Jt&%R!fbJ: LT#S. 

[0029] ES I-MSd/z) : 5 0 9 ((M+Na) + ) 

I R(nujol)cm-i : 3420.1620 
NMR(DMSO-d 6 )S : 2 . 9 8 (2 H, t , J = 7 . 7 
Hz), 3.2-3.8(7H,m),3.2 6 3 .36(3 

H, sX2),3.80ij«tl^4.0 7(lH ( mX2), 5. 1 5 
££#5.1 3(lH,dx2, J = 7.7,7.9Hz), 5. 
3 7*>J;tX5. 5 0(lH,dx2, J = 5. 5, 5. 3 Hz), 
5.44HXJ/5. 3 0(1 H,sx 2), 5. 5 9(1 H,d, J 
= 5. 7 Hz), 6. 56(1 H,d, J = 8. 1 Hz), 6.7 Ofe 
J:tf6.6 9(lH,dx2. J = 8. 1 , 8. 4Hz), 6 . 88 
(lH,dd, J = 0.9,2.2Hz),7.2 0(lH,dd. J = 

I. 7, 8. 5 Hz), 7. 2 3 (lH.t, J = 8. 3 Hz), 7. 4 
7fei^7.4 8(lH,dx2, J = 8. 4 , 8. 4 Hz) , 7 . 

5 0(1 H, d, J= 1.7 Hz), 7.94(1 H,d, J = 2. 2 
Hz), 10.8 3fc<J:^10.8 2(lH,sX2) 

[0030] mmm2 

mmmuz&^xxfrhzmxj-jwttfrwz. 7x_ 

X. ®m®&*mW2'-[4,6-0-(a-*h*i/< 
y'JV fy) -/3-D- b? 7 i'/M-* i-0 - 6 ' 
- b K u*~s- 3 - ( 5 -KyVVo] 7 7 -/W TD b* 
7x7>-£f#|>. 

[003 1] ES I-MSd/z) : 58 5[(M+Na) + ) 
I R(nujol)ciD-i :340 0,1620 
NMRfDMSO-dJS : 3 . 0 1 (2 H ,t, J = 7 . 0 H 
z),3.01(3H,s),3.2 7(2H,b),3.3 9(1H, 
m).3.5 5(lH,iD),3.6-3.8(2H,B),3.89(l 
H,dd, J = 9. 6, 9.8Hz),3.9 7(lH,dd, J = 5. 
2.9.8Hz),5. 1 9(lH,d, J = 7. 7 Hz), 5.4 5 
(lH.d, J = 5. 5Hz),5.6 3(lH,d. J = 5.7H 



z),6.57(lH,d, J = 7. 7 Hz), 6. 7 2( 1 H,d, J 
= 8. lHz),6.89(lH,dd, J = 1 . 0, 2 . 2 Hz) , 
7.2 2(lH,dd, J=1.8,8.5Hz),7.24(lH, 
t, J = 8. 3 Hz), 7.40(3H,m),7.48(lH,d, J 
= 8. 4 Hz), 7. 53(1 H,d, J = 1.6 Hz), 7. 5 5 
(2H,B).7.94(lH,d, J = 2.2Hz), 10.83(1 

H, s) 

[0032] nmm 

mm 1 £*s wc *>\< v * ;woftb o t , 

X. «aW&JS«MllO2 , -[4.6-0-(l-^h^i/- 

I, l-x^wy)-/9-D-^r3h*57^;W^x) 
-6'-t ( 5-KyY[b)7y-Jl>)T 

[003 3] ES I-MSd/z) : 5 2 3((M+Na) + ) 

1 R(nujol)cm-i : 3430,1620 
NMR(DMSO— dg) S : 1 . 3 9 (3 H.s), 2. 9 8 (2 
H,t, J = 7.7Hz),3.22(3H,s),3.2-3.8 
(8H,m),5. 1 2(1 H,d, J = 7. 7 Hz), 5. 34(1 
H,d, J = 5. 3 Hz), 5. 5 7(l H,d, J = 5.7Hz), 
6.5 6(lH,d, J = 8.5Hz),6.6 9(lH,d, J = 
7. 8 Hz), 6.8 8(1 H,dd, J = 0 . 9 , 2 . 2 Hz) , 7 . 

2 0 ( 1 H.dd, J = 1 . 8, 8.4 Hz), 7 . 2 3 ( 1 H,t, J 
= 8.3Hz),7.4 7(lH,d, J = 8. 5 Hz), 7. 5 1 
(lH.d, J = l. 5Hz),7.9 3(lH,d, J = 2.2H 
z),10.83(lH, s) 

[0034] mm4 

mmii l zi5\*x*)\'h*?m*i->uoKh')^ 
x.m&®vmco2' -(4,6-o-(>-'xhdfx^ 

1-\sy) - /3 -D -?IV3 b?7 S/Tkt* is) - 6 ' - 1 
H 3 - ( 5 - O V (b) 7 7 -;W 70 b* 7 x 

[003 5] ES I -MS(m/z) : 5 6 7((M+N 
a)+] 

IR(nujol)cri :3400,1620 
NMR(DMS0-ds)5 : 1 . 1 2 (3 H.t, J = 7 . 1 H 
z), 1.1 5(3H,t, J = 7. 1Hz), 2.9 9(2H,t, J 
= 7.3Hz),3.2-3.8(l 1 H.m) , 3 . 9 4 ( 1 H,d 
d, J = 3.7,8. 5Hz), 5. 1 5 ( 1 H.d, J = 7 . 7H 
z),5.44(lH,d, J = 5.3 Hz), 5. 6 0 ( 1 H,d, J 
= 5. 7 Hz), 6. 57(1 H,d, J = 7 . 7 Hz) , 6 . 7 0 
(lH.d, J = 8. lHz),6.88(lH,dd, J = 1.0, 
2.2Hz),7.2 0(lH,dd, J = 1 . 8 , 8. 5 Hz). 7 . 
23(lH,t, J = 8.3Hz), 7.46(lH,d, J = 8. 
5 Hz), 7. 5 1 (1H, d, J = 1.3 Hz), 7. 9 3(1 H, 
d. J = 2.2Hz). 1 0.81 (lH.s) 
[0036] mM5 

2 ' - (/3 - D -/^a b-^S'/M-*^) - 6 ' - 1 Kd 
* v— 3 - ( 5 -O-V(b) 7 7-7P)rue*7 x 7 V 
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1 333«fr2,4.6-3U^>l 5nlfcSJWU H? 
^7^X-7-fehyCT-4 0 , C^aiL. JtffLfrtf 
<^p--h07i DD*/M - h 7 8 6 mgcO^-ft 
-*^>-3iiil}§$£«ST-rft. -4 0°CT'H$H4 5 
4h o^-caaTlBffl, S4>fc5 0"CT6.5l*Rffll 

mm. rasa* »i oxaauca?. fw»x 
^Ttttti-ri>. gat*. 

—(W&i: TfSJRLT, 2'- 

(4,6-0-*#V^f-U>'-i9-D-^;U3lf5/^ 
- 6 ' - b H 3 - ( 5 V (b) 7 5 
-M7ot^7 x y y 9 9 4 mgSrf#ft . 
[0 0 3 7] m.p.7 0t-(i^M 
FAB-MS(m/z) : 4 9 3((M+Na) + ) 
IR(nujol)cm-i : 3400,1750,1620 
NMR(DMSO-d6)5 : 2 . 9 8 (2 H,t, J = 7 . 5 H 
z),3.2 3(2H,m),3.3 3(lH,m),3.6 3(lH, 
m),4. 1 3(lH,m),4. 1 7(lH,dd, J = 8.9,9.5 
Hz),4.2 5(lH,dd, J = 9. 5, 9. 6 Hz), 4. 4 7 
( 1 H.dd. J = 5. 5, 9. 2 Hz), 5.2 1 (lH.d, J = 
7.9Hz),5.7 7(lH,d, J = 5 . 9 Hz) , 5 . 84 ( 1 
H.d, J = 5. 5Hz), 6. 58(1 H.d, J = 8. 1Hz), 
6. 68(1 H,d, J = 8. lHz),6.88(lH,dd, J = 
0. 9, 2. 2 Hz), 7. 1 9(1 H.dd, J = 1 .8,8. 5H 
z), 7. 24(lH,t, J = 8. 3 Hz), 7.4 8(lH,d, J 
= 8. 5 Hz), 7. 5 0(1 H.d, J= 1 . 8Hz), 7. 9 3 
(lH.d, J = 2. 2Hz), 1 0.73(lH,s) 
[0038] XHH6 

(1)2 '-(2. 3- : J-O-T^/U-0-D—XjUzj 
t7/y/^y)-6'-7^h^y-3-(5-^y 
/(b)77-W7Dt^7x/y285 3mg5-^ 
^^>3 OilfcjfflUL. S»«fcp- h^xyx;^ 
>W.9 5mgfcJ:lXa'ffe;U^-'>i>.8 7ingSrjDt, Sffl-C 
4.5i«SfflH ! fSL 3i$rain^ic5-rft. SfcfcSSftT 

x. r^-xuftnemGmtfx 

*ifcfc£fttf)ffl£j£!H)2 5 0 0mg£*§ft . ±Mffl£j8M 
1080ing$rTh5tHD77>20mHc^PL, 
«(C*»T, 2,6-^-f^>2 8 3mg. hlMf-Zlo' 
Vfrh V y/UTtn* 9 yxiViH*- h 0 . 5 1 ml £i0 
*HrF2B$BL «v>-CMI"C2B«IIWW4. 

5 SKx^/Ptttaj-fft. * 

mzym. mm. m&£%£ixnt>ti&jm*i' 

itWTWU. 2 , -(2,3-^*-0-T-fef-^- 
4 , 6 - O-^f-^y- 0 - D f y J 
-» - 6 ' -7-fc 3 - ( 5 -<yV(b] 7 y-iV) 

7n f*7 x 7 y 6 3 4 mgSrSSfefa*^ £ UC#ft . 
[0039] ES I-MS(n/z) : 605((M + Na)') 



I R(nujol)cnr» : 1 7 50,1700 
NMR(DMSO-ds)^ : 1 . 9 4 (3 H,s) , 2 . 0 0 (3 
H,s),2.0 2(3H,s),2.8-3. 1 (4 H.m), 3 . 4 7 
(1 H.t, J = 1 0. 1 Hz), 3.61(lH,t, J = 9.6H 
z), 3. 8 6(1 H,m),4. 1 8( 1 H.dd, J =4. 9, 1 0. 
0Hz),4.5 7(lH,d, J = 6. 3Hz),4. 9 7 ( 1 H, 
d, J = 6.0Hz),5.03(lH,dd, J = 7.9,9.5H 
z), 5. 3 5(1 H.t, J = 9. 6 Hz), 5. 64(1 H.d, J 
= 7. 9 Hz), 6. 9 0(1 H.dd, J = 0.7, 2. 2 Hz), 
6.9 1(1 H.d. J = 8. 1 Hz), 7. 1 5(1 H.d, J = 
8. 1 Hz). 7. 17(1 H.dd, J = 1.9. 8. 4 Hz), 7. 
4 5(1 H.t, J = 8. 3 Hz), 7. 4 9(1 H.d, J =1.9 
Hz),7.5 0(lH,d. J = 8.5Hz),7.9 5(lH.d, 
J = 2.2Hz) 

[0040] (2)JbE(l)0£jS»6 1 lmg£*?7- 

/u-*8»< 2 o mi - o . 2*\)\,zmm i . mmmizm 

#y7A5 7 9mg£Jn*., »C2.5l«SIHB*f-ft. 

^nn^l/V^^y-;H T»«SLT2'-(4, 6- 
0-^fi/y-/3-D-/;^e7yy;my)-6' 
- h h'o* 3 - ( 5 -<yV(b) 77-W7n f ^J- 
7x/y4 44mg§rf#ft. 
[0041 ]m. P . 162. 5-1 65. 5°C 
ESI -MSd/z) : 479((M + Na) + ) 
I R (nujol )cm~ 1 : 3600,333 0,1625 
NMR(DMSO— ds) d :2.88(2H,t,J = 7.6H 
z),3. 1 3(lH,dd. J = 9. 2, 9. 4 Hz). 3. 2-3. 
4 (4 H.m), 3. 5 0(2H.m),4.0 5(l H.dd. J =4. 
6, 9. 7 Hz), 4. 5 5(1 H.d, J = 6. 2 Hz), 4. 9 8 
(lH.d, J = 6.1Hz), 5. 1 2(1 H,d, J = 7. 8 Hz), 
5.4 4(1 H.d. J = 5. 3 Hz), 5. 5 8(1 H,d, J = 
5. 7 Hz),6.5 6(lH,d, J = 8. 2 Hz), 6 . 6 9 ( 1 
H.d, J = 8. 1 Hz), 6.89(1 H.dd, J = 0. 9, 2. 1 
Hz), 7.2 0(1 H.dd, J= 1.7,8. 5Hz),7.2 3 
(lH.t. J =8. 3Hz), 7. 48(1 H.d, J = 8.5H 
z), 7 . 5 1 ( 1 H.d, J = 1 . 2 Hz), 7.93(lH,d, J 
= 2.2Hz),10.84(lH,s) 
[0042] ##$1 

2 , -(2,3,4,6— Th7^O-7•fe?7^-/9-D- 
:50^:7 f y 7 ^/M"* is) - 6 ' - 1 Y ^7-fe h 7 x 
7>-9 6 5mg, ^yy* (b) 7 yV— 5 -^W^kft H 
3 50mg, x?7-/H 0nltf)g-£#3t. 5 0%*K{L 
*y«7A**«2«l*iirFU MST'-Bftfif-f ft . Ifi 

£2J0;u *#U *Jf£#K-$-ft. *#T*J1£1 0% 

mm. mz%zix. ®m<7)2'-u3 



(8) 



1$ffl¥9-l 24 6 84 



- d - 7iva tr 7 y isiv** is) - 6 ' - 1 H is - 3 

- ( 5 -OY (b) 7 7? O 7 x / V . 
[0043] 2jsD a pSr, J)W'tftf^3 8 3mg. 

-ft^^St h 'J -7A2 7 OmgJ: OfiliL^fl-ffcT/I^ 
7 h y aox ? y -/H8» 1 5 ml fcja I % WUT 2 . 
5B«BRieS*6. JRfftfcFSU r?Slc:**3J:l^ 

o-?^7 7 4-T1»S?LT. 2'-(y3-D-^ne 
- 6 * - h K ndf^- 3 - ( 5 -<yy* 
(b] 7 7-;U)7°n h'^-7 x y y 4 8 0 mgSrffl. . 
[0044] F A B M S (m/z) : 4 6 7 ((M + Na) + J 
NMR (DM SO— d 6 ) 5 : 3 . 0 0 (2 H ,t, J = 7 . 5 H 
z),3. l-3.4(6H,m),3.4 7(lH,m),3.7 1(1 

H. ddd, J =1.7, 5. 1, 1 1.4 Hz), 4. 5 6(lH,t, 
J = 5.7Hz),4.9 3(lH,d, J = 7. 4 Hz), 5. 0 3 
(lH.d, J = 5. 2 Hz), 5. 10(lH.d, J = 4.6H 
z),5.25(lH,d, J = 5.3 Hz) , 6 . 5 5 ( 1 H,d, J 
= 8.2Hz),6.68(lH,d,J = 7.8Hz),6.87 
(lH.dd, J = 1.0, 3. 2 Hz), 7. 2 1 (lH.dd, J = 

I. 8,8.5Hz),7.2 4(lH,t, J = 8.3Hz),7.4 
6(lH,d, J = 8.5Hz),7.5 3(lH,d, J = 1.3H 
z),7. 9 2(lH,d, J = 2. 2 Hz), 1 0.98(1 H,s) 

[OO4 5]##0IJ2 

(l)2'-(/3-D-^3tr7y^^v-)-6'-t 
Ho* is- 3 - ( 5 -<yy*[b] If #7 x 

yy4.4 4gi:>''^nny^y8 0ml(7)m^Ifc, <y 
X7;Prt H^*y^T-fe^-;P3. 0 4g*5cfct^p- h 
jm>Aj\,*y&0. 1 9g£flD;i. *»-C2B*iaH« ! W- 
4. UfcSL *4>*ifc»aE£»»xf-^ 

aSr^y^y;^7A^DTh/77^-M: yn 
D*^A/^?y-;WftlLT, 2'-(4,6-0- 



^yx'jfy-iS-D- e y / isjvt* ~» - 6 ' 

- 1 H ndf x- 3 - ( 5 yy (b) 7 y~)V) 7n tf* 
7xyy5.84g$r#|.. 

[0046] (2)2'-(4,6-0-<y^yry->9 
-D-y)V3VyJis)l**is)-$'-t. 

- ( 5 -^yy (b] 7 7-;W 7oe^-7 x y y 5 . 7 8g 

2'-(2.3-^-0-7-b^;U-4, 6-O-OisV 

t y - 0 - d - y>va t° 7 y v;m-^ >o - 6 ■ - r -t b 
*is— 3 - (5 -^y y*[b) y 7-;W7ot^7i y y 

7.24g£#S. *&5 2 0wZmai0mUZ®ML. 
*1 . 5ml*5«tlXp- h/Pxy7,/P*yK4 5mg£jD;L 
SOTrCSBaSffltfW*. R^&jcfcSSx^fcJn 

£W*LfcflL ^«^^'J^y;^7AyD?h^77 

2 ' - ( 2 , 3 - v - O - T -b - £ - D - ?) V 3 tf 7 
y ^)_ 6 '- T ^^^^_3_(5 y-(b) 

77-/U)7 , Otr*7xy y 3 6 0mg£#2,. 
[0047] F A B M S (m/z) : 593((M + Na) + ) 
NMR(DMSO-ds)<? : 1 . 88 (3 H.s) , 2 . 0 0 (6 
H,s),2.9-3. l(4H,m),3. 5-3.8(4H,m), 
4.7 5(lH,t,J=5.5Hz),4.9 0(lH.dd, J = 
8.0,9.8Hz), 5. 1 KlH,t,J=9.2Hz),5.5 
0(lH,d,J=7.9Hz),5.5 9(lH,d,J=5.7H 
z),6.88(lH,d, J = 7. 9Hz),6.9 0(lH,d, J 
= 2. 2 Hz), 7. 16(lH,d, J = 8. lHz),7.17 
(lH.dd, J = l .7,8.5Hz),7.44(lH,t, J = 
8. 2 Hz), 7. 4 8(1 H,d, J = l .8Hz),7.4 9(l 
H,d, J = 8. 6 Hz), 7.94(lH,d. J = 2.2Hz) 
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Abstract: 
JP 9124684 A 



Propiophenone derivatives of formula (I) and their salts are new. Rl, R2 = H, lower alkyl, lower alkoxy or 
aryl; or R1+R2 = oxo; provided that when one of Rl or R2 = phenyl, the other is not H. 

USE - (I) are useful in the treatment of hyperglycaemia and glucose toxicity and can be used in prevention 
or treatment of diabetes mellitus. 

ADVANTAGE - When orally administered to rats, (I) accelerate excretion of sugar in urine 25 times more 
than phloridzin. Toxicity is low and the aglycon portion generated by hydrolysis of (I) in the body does not 
inhibit facilitated diffusion sugar transporter. 
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